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Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

IjOGINID:SSSPTA1626KAS 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ?):2 



k * * 


* * 


* * 


* ★ 


* Welcome to STN International ********** 


NEWS 


1 






Web Page URLs for STN Seminar Schedule - N, America 


NEWS 


2 






"Ask CAS" for self-help aroiind the clock 


NEWS 


3 


DEC 


21 


IPC search and display fields enhanced in CA/CAplus with the 










IPC reform 


NEWS 


4 


DEC 


23 


New IPC8 SEARCH, DISPLAY, and SELECT fields in USPATFULL/ 










USPAT2 


NEWS 


5 


JAN 


13 


IPC 8 searching in IFIPAT, IFIUDB, and IFICDB 


NEWS 


6 


JAN 


13 


New IPC 8 SEARCH, DISPLAY, and SELECT enhancements added to 










INPADOC 


NEWS 


7 


JAN 


17 


Pre- 198 8 INPI data added to MARPAT 


NEWS 


8 


JAN 


17 


IPC 8 in the WPI family of databases including WPIFV 


NEWS 


9 


JAN 


30 


Saved answer limit increased 


NEWS 


10 


JAN 


31 


Monthly current -awareness alert (SDI) frequency 










added to TULSA 


NEWS 


11 


FEB 


21 


STN AnaVist, Version 1.1, lets you share your STN AnaVist 










visualization results 


NEWS 


12 


FEB 


22 


Status of current WO (PCT) information on STN 


NEWS 


13 


FEB 


22 


The IPC thesaurus added to additional patent databases on STN 


NEWS 


14 


FEB 


22 


Updates in EPFULL; IPC 8 enhancements added 


NEWS 


15 


FEB 


27 


New STN AnaVist pricing effective March 1, 2006 


NEWS 


16 


FEB 


28 


MEDLINE/LMEDLINE reload improves functionality 


NEWS 


17 


FEB 


28 


TOXCENTER reloaded with enhancements 


NEWS 


18 


FEB 


28 


REGISTRY/ ZREGISTRY enhanced with more experimental spectral 










property data 


NEWS 


19 


MAR 


01 


INSPEC reloaded and enhanced 


NEWS 


20 


MAR 


03 


Updates in PATDPA; addition of IPC 8 data without attributes 


NEWS 


21 


MAR 


08 


X.25 communication option no longer available after June 2006 


NEWS 


22 


MAR 


22 


EMBASE is now updated on a daily basis 


NEWS 


EXPRESS 


FEBRUARY 15 CURRENT VERSION FOR WINDOWS IS V8.01a, 



CURRENT MACINTOSH VERSION IS V6.0c(ENG) AND V6.0Jc(JP), 
AND CURRENT DISCOVER FILE IS DATED 19 DECEMBER 2005. 
V8.0 AND V8.01 USERS CAN OBTAIN THE UPGRADE TO V8.01a AT 
ht tp : //download . cas . org/express/v8 . 0 -Discover/ 



NEWS HOURS STN Operating Hours Plus Help Desk Availability 
NEWS LOGIN Welcome Banner and News Items 

Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
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research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

★★★★★**★***★* STN Columbus *************** 



FILE »HOME» ENTERED AT 11:21:11 ON 01 APR 2006 



=> file reg 

COST IN U.S. DOLLARS 



FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
0.21 



TOTAL 
SESSION 
0.21 



FILE » REGISTRY' ENTERED AT 11:21:19 ON 01 APR 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 30 MAR 2006 HIGHEST RN 878649-01-5 
DICTIONARY FILE UPDATES: 30 MAR 2006 HIGHEST RN 878649-01-5 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH January 6, 2006 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

********:flr*iflr******illr*****************ilr***ilr**ilr:llr********************* 

* * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 

******i«r**il^i(lr***********************illr*iNr*************************W*«ilirilir** 



Structure search iteration limits have been increased. See HELP SLIMITS 
for details . 



REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http: //www. cas .org/ONLINE/UG/regprops .html 



=> 

Uploading C:\Program Files\Stnexp\Queries\10669794 . str 
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chain nodes : 
6 13 14 25 
ring nodes : 

1 2 3 4 5 7 8 9 10 11 12 15 16 17 18 19 20 
chain bonds : 

4-6 5-13 6-7 13-14 14-15 14-25 
ring bonds : 

1-2 1-5 2-3 3-4 4-5 7-8 7-12 8-9 9-10 10-11 11-12 15-16 15-20 16-17 
17-18 18-19 19-20 
exact /norm bonds : 

1-2 1-5 2-3 3-4 4-5 4-6 5-13 6-7 13-14 14-15 14-25 15-16 15-20 16-17 

17-18 18-19 19-20 
normalized bonds : 

7-8 7-12 8-9 9-10 10-11 11-12 
isolated ring systems : 
containing 1:7: 



G1:C,N 

Match level : 

l:Atom 2: Atom 3: Atom 4: Atom 5: Atom 6: CLASS 7: Atom 8: Atom 9: Atom 10: Atom 
11: Atom 12: Atom 13: CLASS 14: CLASS 15: Atom 16: Atom 17: Atom 18: Atom 19: Atom 
20: Atom 25: CLASS 
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LI 



STRUCTURE UPLOADED 



= > d 

LI HAS NO ANSWERS 
LI STR 




Gl C,N 



Structure attributes must be viewed using STN Express query preparation. 



=> s 11 

SAMPLE SEARCH INITIATED 11:21:42 FILE » REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 0 TO ITERATE 



100.0% PROCESSED 
SEARCH TIME: 00.00.01 



0 ITERATIONS 



0 ANSWERS 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE * * COMPLETE* * 
BATCH ** COMPLETE** 

0 TO 0 
0 TO 0 



L2 



0 SEA SSS SAM LI 



Uploading C:\Program Files\Stnexp\Queries\106697941 . str 
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chain nodes : 
6 7 8 9 20 
ring nodes : 

1 2 3 4 5 10 11 12 13 14 15 

chain bonds : 

4-6 5-8 6-7 8-9 9-10 9-20 
ring bonds : 

1-2 1-5 2-3 3-4 4-5 10-11 10-15 11-12 12-13 13-14 14-15 
exact/norm bonds : 

1-2 1-5 2-3 3-4 4-5 4-6 5-8 6-7 8-9 9-10 9-20 10-11 10-15 11-12 12-13 

13-14 14-15 
isolated ring systems : 
containing 1:7: 



G1:C,N 

Match level : 

IrAtom 2: Atom 3: Atom 4 : Atom 5: Atom 6: CLASS 7: Atom 8: CLASS 9: CLASS 10: Atom 
11: Atom 12: Atom 13: Atom 14: Atom 15: Atom 20: CLASS 



L3 STRUCTURE UPLOADED 
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=> d 

L3 HAS NO ANSWERS 
L3 STR 




Gl C,N 



Structure attributes must be viewed using STN Express query preparation. 



=> s 13 

SAMPLE SEARCH INITIATED 11:26:35 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 0 TO ITERATE 



100.0% PROCESSED 
SEARCH TIME: 00.00.01 

FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



0 ITERATIONS 



ONLI NE * * COMPLETE* * 
BATCH ** COMPLETE** 

0 TO 0 
0 TO 0 



L4 



0 SEA SSS SAM L3 



=> s 14 full 

FULL SEARCH INITIATED 11:28:53 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 23 TO ITERATE 

100.0% PROCESSED 23 ITERATIONS 

SEARCH TIME: 00.00.01 



L5 



20 SEA SSS FUL L3 



=> file caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 

FILE 'CAPLUS' ENTERED AT 11:28:59 ON 01 APR 2006 



0 ANSWERS 



20 ANSWERS 



SINCE FILE 
ENTRY 
172.22 



TOTAL 
SESSION 
172.43 
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USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 
PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 
COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 1 Apr 2006 VOL 144 ISS 15 
FILE LAST UPDATED: 31 Mar 2006 (20060331/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

ht tp : / /www . cas . org/ inf opol icy . html 

=> s 15 

L6 2 L5 

=> d ibib abs hitstr tot 
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L6 ANSWER 1 0? 2 CAPUTS COPYRIGHT 2006 ACS Oo STH 
ACCESSION NUMBER: 2004:292024 CAPLUS 

OOCUMBHT NUMBER: 140:303665 

TITLE: Pr«paratioo of pyrazol* «aid*a for trtatlng HIV 

i&ftctloiks 

INVSNTQR(S) t Jones, Lyo Hovardi HoMtiray, Charles Brio Price. Dsvid 

Anthony) Stlby, Hstthev Duncaoi Stupple. Paul Anthony 

PATENT ASSIGHSB(S)s Pfizer Umited, DK» Pfizer I&e. 

SOtntCB: PCT Int. Appl., 5S |>p. 

CODEN: PIXXD2 

DOCUMENT TYPE: Patent 

LANGUAGE: English 

FAMILY ACC. NUM. COUNT: 1 

PATENT INFORMATION: 



PATENT NO. 






KINO 


OATB 






APPLICATION NO. 




DATE 


VO 


2004029OS1 




Al 




20040408 




tfO 2003-1B4071 




20030915 




V: A£, 


AG, 


AL, 


AH, 


AT. 


AU, 


AZ, 


BA, 


BB. 


BG, BR. 


BY, 


B2, 


CA, C2i, CN. 




CO, 


CR, 


CU, 


CZ, 


DB. 


OK. 


OH, 


DZ. 


EC, 


EE, ES, 


FI, 


GB, 


GD, GB, GH, 




Ql, 


HR, 


W3» 


10, 


IL. 


IN, 


IS, 


JP. 


KB, 


KG. KP, 


XR, 


X2, 


LC. LK, LR, 




LS, 


LT, 


LU, 


LV, 


MA. 


MO, 


MG. 


MK, MN, 


MV, MX, 


M2, 


NI, 


NO, N2, CH, 




FH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SB. 


SG, 


SK, SL, 


TJ, 


TM, 


TN, TR, TT, 




TZ, 


UA, 


UG, 


US, 


UZ, 


vc. 


VN, 


YU. 


ZA, 


ZM, 29 










Ktf: GH, 


GM, 


KE, 


LS, 


MS, 


MZ, 


SD, 


SL, 


SZ, 


TZ, UG, 


ZM, 


2W, 


AM, AZ, BY, 




KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, CY, 


CZ, 


DE, 


DX, EE, BS, 




FI, 


FR, 


GB. 


GR, 


HU, 


IE. 


IT, 


LU, 


MC, 


NL, PT, 


RO, 


SZ, 


SI, SX, TR, 




BF, 


BJ, 


CF, 


CG. 


CI, 


CM, 


GA, 


GN, 


GQ. 


GSr, ML, 


MR, 


vz. 


SN, TD, TG 


CA 


2495338 






AA 




20040408 




CA 2003-2495338 




20030915 


AU 


20032634SS 




Al 




20040419 




AU 2003-2634 55 




2003091S 


BR 


2003014 7S9 




A 




20050726 




BR 2003-14759 




20030915 


BP 


15S6381 






Al 




20050727 




BP 2003-798295 




20030915 




Rs AT, 


BB, 


CH, 


DB, 


inc 


BS, 


FR, 


GB, 


GR, 


IT, II, 


LU, 


NL, 


SB, MC. PT. 




IE, 


SI, 


LT, 


LV, 


PI. 


RO, 


MK, 


CY, 


AL, 


TR, BG, 


CZ, 


EE, 


HU, SK 


JP 


2006S05625 




T2 




20060216 




JP 2005-501939 




20030915 


US 


2005004129 




Al 




20050106 




US 2003-669794 




20030923 



PRIORITY APPLN. INFO.: GB 2002-22375 A 20020926 

GB 2002-23357 A 20021008 

US 2002-433220P P 20021213 

VO 2003-IB4071 tf 20030915 

OTHER SOURCE (S): HARPAT 140:303665 

GI 
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AB The title coopds. [Ii VXY - (un) subs ti tuted 5-6 oieobered partially saturated 
or aroiaatic ring containing 0-3 N atoms vharelo X - CH or N and Y - (31. or, 

trhan 

X - (S, nay also be Hi Rl - a bond, alkylene, R2 - H, alkyl, cycloalkyl. 
etc.f R3 - H, alkyl, cycloalkyl, atc.i R4 - (un) substituted Ph. naphthyl. 
pyridyli o - 0-2] which bind to the enzyne reverse transcriptase and are 
nodulators, especially inhibitors thereof, were prepared and formulated. 

Thus, 

reacting (4- (3, 5-dichiorophenoxy) -3-iaethyl-lH-pyrarol-S-yl] acetic acid 
(preparation given) with 5, 6,7,8-tetrahydro-{I,e]naphthyridine afforded II. 
The compds. I vere tested for inhibition of HIV-1 reverse transcriptase 
enzyna (data vera given for representative cosqads. I). The coapda. I are 
useful in the treat&ent of a variety of disorders including those in which 
the inhibition of reverse transcriptase is iqilicated. Disorders of 
interest include those caused by Hunan Imaunodificiency Virus (HIV) and 
genetically related retroviruses, such as Acquired Ifflmuna Daficiency 
Syndrome (AIDS). 
IT 676994-33-5P 676994-34-6P 676994-35-7P 
676994-36-SP 676994-38-OP 676994-39-lP 
676994-40-4P 676994-41-5P 676994-42-6P 
676994-43-7P 676994-44-8P 676994-45-9? 
676994-47-lP 676994-48-2P 676994-49-3P 
676994-50-6P 676994 -51-7P 676994-52-8P 

RL: PAC (Phanaacological activity)! SPN (Synthetic preparation)! THU 
(Therapeutic use) i BIOL (Biological Study) f PREP (Preparation) I USES 
(Uses) 

(preparation of pyrazol* anides for treating HIV infections) 
RN 676994-33-5 CAPLUS 

CN 1, 6-Naphtfayridine, 6- [ [4- (3, 5-diehlorophenoity) -S-nwtfayl-lH-pyrazol-S- 
yl)acatyl]-5,6,7,8-tetrahydro- (9CI) (CA INDEX HAHE) 
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RN 676994-34-6 CAPLUS 

CN Pyrldo(3,4-dJpyriiaidine, 7- [ (4- (3, 5-dichlorophenoxy) -5-n^ethyl-lH-py^alol-3- 
yl]aeetyl]-5,6,7,8-tetrahydro• (9CI) (CA INDEX NAME) 




RN 676994-35-7 CAPLUS 

CN Pyrido(4, 3^] pyrimidina, 6- ( (4- (3, 5-dicblorophenoxy) -5>methyl-lR-pyrazol-3- 
yl)acetyl]-5.6,7,8-tetrabydro- (9CI) (CA INDEX NAME) 




RN 676994-36-8 CAPLUS 

CM Pyrido(3, 4-d] pyriaidine, 7- ( (4- (3, 5-dicbloroph«nosy) -5-BethyI-lH-pyrazol-3- 
yllacetyl]-5,6,7,e-tatrahydro-4-aathoKy- (9C1) (CA INDEX HAHB) 
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RN 676994-38-0 CAPLUS 

CH 1, 6-Napbthyridine, 6- ( (4- (3, 5-dichlorophenoxy) -5-Bethyl-lH-pyra2ol-3- 
ylJacetyl)-5,6,7,8-tetrahydro-2-mathoify- {9CI) (CA INDEX NAME) 




RN 676994-39-1 CAPLUS 

CN 6-l8oquinolinecarbonltrile, 2- [ (4- (3, 5-dichloropheno]iy) -S-natbyl-lH- 
pyrazol-3-yl] acetyl) -1, 2, 3, 4-tatrabydro- (9CI ) (CA INDEX NAME) 




RN 676994-40-4 CAPLUS 

CK Isoquinoline, 2- [ (4- (3, S-dichlorophenojcy) -5-methyl-lH-pyrazol-3-yllacetylJ - 
1,2,3,4-tetrahydro- (9CI) (CA INDEX NAME) 
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L6 JUISVSR 1 <^ 2 CAPLUS COpyRIQIT 2006 ACS on STN (Cootlnutd) 
XNIISX HAMS) 




RN 676994-41-5 CAPIUS 

CM lH-l90iQdola, 2- [ (4- (3, 5-dichlorophenoxy) •S-m«thyl-lH-pyrazol-3-yl] acstyl] - 
2.3-dihydro- (9CI» (CA IMDBC HAHE) 




Hi 676994-42-6 CAPLUS 

CN Pyrido(4, 3-d)pyriau.diije, 6- [ (4- O-cbloro-S-cyanophenoicy) -B-methyl-lH- 

pyrazol-3-yl|ac«tyl]-5<6,7,8-t«trabydro-2-iaethyl- (9CI) (CA INDEX NAME) 




,H« 



RN 676994-43-7 CAPLUS 

CN Imidazo[l«2-alpyrazin«f 7-( (4- (3-chloro-S-cyanoph*noxy) -5-m•thyl-lH- 
pyrazol-3-yl]acttyl]-5,6,7,8-t•trafaydro-2-(trifluoroinathyl)- (9CI) <CA 




RN 676994-44-8 CAPLUS 

CK Pyrido(4,3-dlpyriiaidin-2-aBdn«, 6- [(4- (3-chloro-5-cyanophtQOxy) -5-la•tllyi- 
lH-pyrazol-^-yl]ac•tyl]-S.6.7,8-t«t^ahydro- (9CI) (CA INDEX NAME) 




RN 676994- 4 &-9 CAPLUS 

CN 1H-I8oiadole, 2- [ {4- (3-chloro-5-cyanophtDOxy) •S-Mthyl-lH-pyrazol'-S- 
yl}ac«tyl]-2.3-dlhydro- (9CI} (CA ZNDBC NAHZ) 




RN 676994-47-1 CAPLUS 

CN l,6-Naphthyridin-2(lH)-ODt, 6-[ (4-(3-chIoro-S-cyanophtno]cy)-S-m•tbyl•lH- 



L6 ANSVER 1 07 2 CAPLUS COPYniGHT 2006 ACS on STN (Continued) 
pyrazol-3-yl)acatyl]-5,6,7,8-t«trahydro- (9CZ) (CA INDEX NAHB) 



0 

ID{^ CHj- C- 

A, 



-oy 



RN 676994-48-2 CAPLUS 

CM Pyrldo(3,4-d)pyrioidine, 7-( (4- |3-chloro-5-cyanophenojfy) - 5 -methyl - IH- 
pyrazoX-3-ylJacetylJ-5,6,7,9-tetrabydro- |9CI) (CA INDEX NAME) 



Ma J, 

A, 



RN 676994-49-3 CAPLUS 

CM Isoquiooline, 2-{ [4- (3-chloro-5-cyanophenoxy) -S-methyl-lH-pyrazol-3- 
yl] acetyl] -1,2, 3, 4-tetrahydro- (9CI) (CA INDEX NAME) 



A. 



RN 676994 -SO-6 CAPLUS 

CN Pyrlde[4,3-d]p/riiBldlnfl, 6-[ [4- (3-ehlero-5-eyanophtnc«y) -5-B•tfayl-IH- 
p/ra^ol-3-yllac•tyl]•$,6,7,8-tatrafaydro• (9CI) (CA INinX NWfX) 
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M/^ CH2- 0— C^^^^)^ 

Me I 

A„ 



RN 676994-51-7 CAPLUS 

CN 1, 6-N«phthyridifte, 6- ( (4- (3-chloro-5-cyanophenoxy) -5-ffletfayl-lH-pyrazol-3- 
ylJacetyl)-5,6,7,8-tetrahydro- {9CX) (CA INDEX NAME) 



-CO 




RN 676994-52-8 CAPLUS 

CN IsoquiDoline, 2*( (4*(3, S-dlcyanophenoxy)>5-Batbyl-lH-pyrazol-3-yl]acetyI] • 
1.2,3,4-tetrahydi:o- (9CI) (CA INDEX NAME) 



OO-i 



A. 



ARB 1 CITES REFERENCES AVAILABLE FOR IBIS 
. AU CITATIONS AVAILABLE IN TKE RE FORMAT 
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L6 ANSOZK 2 OF 2 CAPLUS COPYRIGHT 2006 ACS on 5TH 
ACCESS ION NUMBER: 2002:832763 CAPLUS 

DOCUMENT NUMBER: 137:337884 

TITLBi Prtparstion of aryloxy pyrazol* d«rlvativ«9 as ravars* 

transcriptaaa inhibitors for traatiag BZV 
IIIVBMTOR(S) : Joo«3, Lyn Kovardf Mowbray, Charles Brief Price, Davis 

Aathony> Selby, Hatthaw Duncant Stiqppla, Paul Anthony 
PATEMTT AS5IC»IEB(S) I Pfizer Limited, UXf Pflxar Inc. 

SOUnCX: PCT Int. Appl.. 306 pp. 

CODEN: PIXXD2 
DOCUMENT TYPE: Patant 
LANGUAGE: English 
FANIIY AOC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT NO. 






KIND 


DATE 




APPLICATION NO. 




DATE 


90 


2002085B60 




Al 


20021031 




WO 2002-IB1234 





20020404 




V: AE, 


AG, 


AL. 


AM, 


AT, 


, AU, AZ, 


BA, 


, BB, BG, BR, BY, 


BZ, 


, CA, CH, CN, 




CO, 


CR, 


CU, 


CZ, 


DE, 


DX, DM. 


DZ, 


, EC, EE, ES. FI, 


GB, 


, GD, GE, GK. 




GM, 


HR, 


HU, 


10. 


IL, 


IN, IS, 


JP. 


, XE, KG. KP. XR. 


KZ, 


, LC. LK. LR. 




LS. 


LT, 


vo. 


LV. 


MA. 


, HO. MG, 


HK. MN, MV, MX. MZ. 


HO, 


, NZ, OH. PH. 




PL, 


PT, 


RO, 


RU. 


SD. 


5E, SG. 


SI. 


, SK, SL, TJ, TM, 


TN, 


r TR, TT, TZ, 




UA, 


UG, 


US, 


U2, 


VN, 


YU. 2A, 


ZM. 


, ZW 








RW: GH, 


CH, 


KE, 


LS, 


Ktf. 


NZ. SO, 


SL. 


, SZ, TZ, UG, ZM, 


ZW, 


, AT, BB, CH, 




CY, 


DS. 


DX, 


ES, 


PI, 


FR, GB, 


GR, 


, IE, IT, LU, MC, 


NL, 


, PT, SE, TR, 




BP, 


BJ, 


CP, 


CG, 


CI, 


CM, GA, 


GN, 


, GQ, GW, ML, MR, 


NE, 


, SN, TD, TG 


OA 


2443449 






AA 




20021031 




CA 2002-2443449 




20020404 


SP 


1377 5 S6 






Al 




20040107 




EP 2002-708600 




20020404 




R: AT. 


BE, 


CH, 


DE. 


DK, 


ES, FR, 


GB, 


, GR, IT, LI. LU. 


NL. 


SE, MC. PT, 




IB. 


SI. 


LT, 


LV, 


ri. 


RO, MX, 
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AB This iavantion relates to pyrazole derivs. (shovn as Ii e.g. 

2-Amine-6-( [4- (3, 5-dichlorephenoxy) -3, S-diethyl-lH-pyraiol-l-yllmethylJ- 
4 (3B) -pyrimidinone) or pharaaceutically acceptable salts, solvates or 
derivative thereof, wherein Rl to R4 are defined belov. and to processes for 
the preparation thereof, intermediates used in their preparation of, 

eoapos. cootaining 

them »ad the uses of such derivs. The cospda. of the present invention 
bind to the enzyne reverse transcriptase and are modulators, especially 
inhibitors thereof. As such the coapds. of the present invention are 
useful in the treatment of a variety of disorders including those in vhLch 
the inhibition of reverse transcriptase is implicated. Disorders of 
interest include those caused by Hunan Immunodeficiency Virus (HIV) and 
genetically related retroviruses, such as Acquired Immune Deficiency 
Syndrome (AIDS) . In tests of inhibition of HlV-1 reverse transcriptase 
enzyme, the claimed coaqpds. 2-amino-6- [ [4- (3, 5-dichlorophenoxy) -3, S- 
diethyl-lH-pyrazol-l-yl)methyll-4 (3H) -pyrimidinone, 3, 5-dimethyl-4-( (3,5- 
di e thy 1 - 1 - ( 2 - hyd roxye thy 1 ) - IH-pyraz ol - 4 -y 1 J oxy} benz oni tri 1 e and 
1- (3-aretidinyl) -4- (3, 5-dichlorophenoxy) -3, S-diethyl-lH-pyrazole had IC50 
values of 39.000, 3.200 and 248 nH, rasp. In D Rl is H. C1-C6 alkyl, 
C3-C7 cycloalkyl. Ph. benzyl, halo, -Of. -0R7, -C02I110. -O0NR5R10. R8 or 
R9. R2 is H, C1-C6 alkyl, C3-C6 alkenyl, C3-C6 alkynyl. C3-C7 cycloalkyl, 
C3-C7 cycloalkenyl, Ph, benzyl, R8 or Mt or, Rl and R2, when taken 
together, represent unbranched C3-C4 alkylene. R3 is H, C1-C6 alkyl, 
C3-C7 cycloalkyl, Ph, benzyl, halo, -CN, -0R7, -C02RS, -C0NR5RS, R8 or R9i 
R4 is Ph, naphtbyl or pyridyl. Definitions of RS and R7-R10 and addnl. 
specifications are given in the claims. Included are 283 claimed-cojqxmnd 
prepns. and 115 intermediate prepns. 

IT 473922-03-lP, l-( (4- (3, 5-DichlorophenoJty) -3-methyl-lH-pyrazol-5- 
yl] acetyl) pipe ridine 473922-04-2P 

RL: PAC (Phamacological activity) i SPN (Synthetic preparation) > THU 
(Therapeutic use)! BIOL (Biological study) i PREP (Preparation)! USBS 
(Uses) 

(drug candidate I preparation of aryloxy pyrazole derivs. as reverse 
transcriptase inhibitors for treating BIV) 
RN 473922-03-1 CAPLUS 

CM Piperidine, 1- [ (4 - (3. 5-dlehlorophenosy) -S-OMtbyl-lH-pyrazol-S-yl) acetyl) - 
(9CI) (CA INDEX NAME) 
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RN 473922-04-2 CAPLUS 

CN 3-Piperidinol, 1- ( [4- (3, 5-dlchlorophenoKy) -5-methyl-lH-pyrazol-3- 
yl] acetyl)-, (3R)- (9CI) (CA INDEX NAME) 

Absolute stereocbeadstry. 
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